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m (I I) it#:ti«7ni-^Clt75^'T-§. ^ tttc J: 19 ^^fg-^rStt 
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)uy ^ y±mmi$-^^ts-o ^^k^<D^mmmzi3\^^x^ fp'L^±mM:^^+ 2mx$) 
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4#Bs) , hh\^^ii')ym%^m.mmvm^\>:.^%^^^:^ti)^x'^i> (#^¥ 

6 - 1 8 4 1 5 6-^<&$K#HS) „ ^Tt-^; vjfiivtT;l^7'5 V\kmr)Vf^ > 

. a<^mx.i^ MfiL/tr^ur^ ^Mi^r}\yy< ym<^r)vr^ y[z^m^^h 

^tiiX^h (T. Komatsu, et al., Bioconjugate Chem. . 13, 397 (2002)#BS 
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[0 0 5 2] 
[0 0 5 3] 

immm] 

[0 0 5 4] 

^M^iJ 1 

y°u h y ^ IX (400mg;0. 71mmol) ^liUv^ (40 
mL) liZ-mmL. mux I O^mmWLfzo iO-^?gtCB0P (8 4 0mg ; 1 
. 9mmol) ^JPx.. ^ hiZ 1 0 ^mmWLfZo ^(^mmz^ DMF (15m 
L) tl^'''; v;W-L-li;^^v>^^>'VJi;^7";i/2ia@tifi ( 1 2 9mg ; 0. 5 

7mmoi) ^mmLfzmm'kmTm^-im^^x^'o < 10 tmrLfzo ^(okj^^ 

i«TT"2. 5B#rBl^^|iL7tf^> (4. 2mL ; 7 1 

mmo 1) ^jijDx.. ^hizi smmmwLfzo nhfifzKfZ^mm (i 5-2 om 

L) ^7K7K (IL) ct't^riTL. M't-^^-m (7 0 0 Og. 3 0^^) ^tfv\ 
-)],= 10X1 (v/v) ) T'^Mffl^LfCo t#'btt7t:®^>^>-^y§M^?tl±l^* 

;u=i5/i (v/v) ) x5^mm^\^fz. mhixfzm6^^m^^^\^xmm<D 

^ V y^t^!^ : 3 , 8-ve-;W-2, 7, 12, 1 8-7- hy><^)\^- 
13- (2- ( (N-i>*'J (0-^-f-;V) :i. 

-1 7 - ( (ai h ^ v:^;V'-K->'l^) J-^^l^) 'i^'^W^ -f U > 1 0 0 m 

g (J|X^2 0%) T"^#;l:o 
[0 0 5 5] 
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-;i^=io/i (v/v) ) ;Rf :o. 4 2 (■=By^.i^°-7 

FAB Si;^ ^ ^ h)^ : 785 [M-H+] 

h>'l- (cm-1) : 1635 (vq^q {T<V) ) ; 1725 (vc=0 

■r;i-) ) 

'^WMy.^^^ (^nn,i^;ixA) ; Amax-625; 577; 541; 505; 405 nm 
iH-NMR (d-DMSO. TMS^v$) ; s (ppm) 1-4.6 (s, 2H, in 
ner-NH); 2.7-2.9 (m. 2H, Im-CH2-) ; 3.0-3.5 (m. 18H, por-CHs. -CH2-CH2-CO 
-NH-, -CH2-CH2-COO-CH2-CH3) ; 3.6 (s. 2H, -CONH-CHg-CONH-) ; 3.8 (s, 3H. - 
OCH3); 4.0-4.3 (d, 4H, por-CH2-); 4.3-4.5 (m, IH, « -CH) ; 6.0-6.4 (m. 4H 
, kf-;l/=CH2); 7.4 (s. IH, 4 < J\^m) ; 8.0-8.3 (m, 5H, e'^;W-CH=, 

4 ^ yy-)i^mi); 9.8-10 (m, 4H. ^ y'fiz:-H)o imti^ ^ ry-;u. p 

[0 0 5 6] 

^M^J2 

MMM 1 T-t#;'j:t?;v-7 ^ U >it^m (SOmg ; 64;«mo 1) ^AetIcDMF 
(2 OmL) t2, 6 (37. l;«L;i. 13 mmo 1 ) (D^^m 

mg; 1. 13mmoI) ^ia£. 601C. 7 ^Wn'^^H^TT 4 BtPam^ Lfc 
o nhtifzKJBmm'^TK:^ (1L) tc?iTL;t:m. 3'yj\::fJ') (5g) ^ 
r^^JPL. m'C^^^ (SOOOg. 20:0') itmm^ G A ^'^ ^ )V 9 

^rS'^v'J (i5'no.i^;i/A/y ^y-;u=5/'l (v/v) 

3, 8-vt:->'l^-2, 7, 12, 1 8-x h^p<^;i/- 13- (2 - ( (N- 
i^'Vv^i^- (O-y^^i^) :^ ;U/-«^-f -17- ( {sz. 

Y^'yij)V^^sL)V) sc^)U) .-K;V-7^ :h h] ^ (I I I) S'^^tm^UMS 3 
. 3mg (JRi^e 2%) X-'^fZo 
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[0 0 5 7] 

-)v=\o/\ (v/v) ) ;Rf:o. 5 (^y;^'-t?7 h) 

FAB MS:^ ^ ^ h ;H 838 [M-I-] 

(cm-1) : 1660 ( C=0 ("^ ^ ) ^ 1734 ( v c=0 (-^^ 

T-^W) ) 

nT^I^iR;=^^i> (^nor}.;uA) ; AB,ax:637; 508; 388 nmo 

[0 0 5 81 
^Wfl3 

p« y 4^°;^ y ^ y IX (500mg;0. 78mmol) (40m 
L) tCv#ML. M?atrl O^mmWLfZo C<7)v#?£lCB O P (9 3 Omg ; 2. 
Immol) ^Ijn^. ^^blCl O^S-r^m^LfCo Z(D'mmz. \£^)iPy (15m 

L) tcT^^;u-L-ii;^^v>T-*v;wj^^-r;i^2Jta^Jtl (2 2 img ; o. 6 

3mmo 1) imm-Ltzmiii'km'rMA'^m^^x^^^ < ^trnTLfz^^. 
'Mitrx^^m^mwx^fzo mm^'^m.m^Ltz^k. ^^^^nn.-^^i/A-eiftaiL 

. mm. (pH5) -e2lll. i^x-2mm,^\^fz^ik. MTK^m^^b V'i7A±-e^^$ 

^nn.i^;VA/^ ^y-;i/=2 0/1 (v/v) ) -T^MfflHi L/co tffb tL/^M 
^^M'^^^LXm^(Oyf^)Vy ^ ^)yit^^\ 2, S-i^J^^)U-2, 7, 12 
, 18-7^ hy^^)l^- 1 3 - (2 - ( (N-T^^^^^U-L- (0-t-*v;U) 
x^v^) -17- (;^ v'j:.^;u) ^^uy-r'J^ 

Jt£^:^^JjX» 1 4 6 m g 2 0 %) X^fZo 

[0 0 5 9] 

-;i^=2 0/'i (v/v) ) ;Rf :o. 4 (-tyy^.-j^'y h) 
FAB h 939. 5 [M-H+] 

(cm-1) : 1535 (uq^ (T< V) ) ; 1705 (s/c=0 (^-"^ 
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^^>m ) 

'^mtU^^^ (i^nn.i^;UA) ; Amax'626: 576; 540; 504; 404 nm 
iH-NMR (CDC 1 3. TMS^if) ; o (p pm) : -4.6 (s, ; 2H, inn 
er-NH); 0.96 (t, 3H. -CH2CH2CH3) ; 1.3-1.6 (m, 19H, -CHCCHs)-, -0CH2(CH2) 
gCHs); 2.0 (m. 6H, por-CH2CH2) ; 2.7-2.9 (m, 2H, Im-CH2-) ; 3.0-3.5 (m, 18 
H, por-CHs, -CH2-CH2-CO-NH-, -CH2-CH2-COOH) ; 4.0 (m, 2H, -C(=0)0-CH2-) ; 
4.1-4.3 (m, 4H, por-CH2-CH2-) ; 4.4 (d, 4H, por-CHg-CHs) ; 4.6-4.7 (m, 2H, 
a-CH); 7.4 (s, IH, -f^yy-;l/^); 8.0 (m. IH, 4 ^ ^V^- )l''mi) l 9.8 
-10 (m, 4H, ^ Vfi-H)o 
[0 0 6 0] 

mmm4 

MMM 3 -Y yit^m (50mg;53//mol) ^MtKdm F 

(2 OmL) t2, 6 (3 1 ;« L ; 0. 9 3 mm o I ) (DU^mm^ 

Jdnx.. 2 0 5^P^T;V3'>ii^t> «1^I^L/zo -<7)^?^tiia'fb^-^Eg7KfDtr (7 
3mg;0. 93mmol) ^JDx.. 6 0t:. T 3':/#H^T-e 4 B^fam^^ L 

'^'f^^^y') ijy)\yiJ'7 2^ (iJ'nn.i^;i/A/^^y-;l/=2 0/1 (v/v) 

3, 8 - vJ^f-;^- 2 , 7, 12, 18-7^ h 1 3 - (2 - ( (N- 

T^-^W-L- (0-T-*v;U) t:;j^^v>) -17- ( 

^-K;!/^^ b] ^ (I I I) i£<b!^^Jl3l»3 Omg (MM 

6 0%) Tl#/Co 
[0 0 6 1 1 

-;u=2 0/i (v/v) ) ;Rf :o. 3 7 (■ty;^4^°.y h) 
F ABM*;^^^ h>'H 958 [M-Cl"] 

^^9Vm:^^^ (cm-1) : 1635 {vqjq {T^V) ) 1705 ( y c=0 (^^^ 
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mm.AJ^^^h)\y (i^nD.i^;i/A) ; Amax^636: 507; 387 nmo 
[0 0 6 2] 

mmm 5 

•f'jL - T- n ;U7 >; > I X 2 iai^ia (400mg;0. 69mmol) ^t: 
(5 0mL) lCv#li?L. ^^Tl O^riimWLfZo ClO-^^gtCBOP (8 
16mg; 1. Smmol) ^Mx.. ^ h K I 0 li^mmWLfZo ^<D'SmK^ t° 
Uv^ (15mL) H/s'j L - liX^v^;i/-n>f v;l/-n-i' v;l/-n^ V 
>^^;i/aiy?.7=-;i.2J^^Jta (3 7 4 1 mg ; 0. 5 Smmol) ^mMLti'SW. 
^?iT?14-^fflv^Tfr9>o < i9t?gTLf^l^. i«T-r6Pfr^«^^L7to - 

tl{Z^^'y}Ur < y (9 . 1 mL ; 6 9mmo 1 ) ^?i^TL. ^hi^Zl 5 Btrsl^t 

;w=2o/i (v/v) ) -^^^mmmLfzo nhtifzm^iM^$mLr^m<D 

^-^°;v7-< >; Xb^i^ : 2, 7, 12, 1 8 -r- h ^^f^-'V- 1 3 - (2 - (^^ 
v;i/:^;i//^'^>r ;u) -17- (2- ( (N-/^'; L - 

>; y^um 1 3 0 m g 1 5 %) trtffco 

[0 0 6 3] 

;i.j:.-x>'W= 2 0/ 1 (V/V) ) ;Rf lO. 4 (^yx^-K-yh) 

FAB h ;w : 1257 [M-H+] 

gS^^'I'TO^^^' (cm-1) : 1635 (vc=0 > 
BT^lB^JlX^^i^ b^l^ (^nn.-^;i/A) ; Aniax-627; 577; 541; 505; 405 nm 
iH-NMR (CDCI3. TMS^ift) ;S (ppm) I -4.6 (s, ;2H, inn 
er-m): 1.0 (m. 27H, -CH(CH3)CH2. -NH(CH2)9CH2) ; 1.3-1.5 (16H, m. -NH(CH 
2) (CH2)8CH3); 1.7-2.2 (m. lOH. -CH(CH3)CH3, -CH2CH(CH3)CH3) ; 2.7-2.9 (m. 
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2H, Im-CH2-); 3.0-3.5 (m, 18H, por-CHs, -CH2-CH2-CO-NH-, -NH-CH2(CH2)8C 
H3); 3.7 (s. 3H, -OCH3); 4.1-4.3 (m, 4H, por, -CH2-) ; 4.3-4.5 (m, 5H, a 
-CH); 7.4 (s, IH. < Vv"- )l^mH) : 8.0 (m, IH, 4 ^ Vv^-J^^m) ; 9.8-10 

(m, 6H, por-H)o 
[0 0 6 4] 



5 -r:nfz^°}Uy ^ yit^f^ (100mg;80//mol) ^MtKOM 
F (3 OmL) t2, 6 (4 6 L ; 1 . 4 Ommo 1 ) Orl-^^gjE 

109mg;i. 40mmol) ^Jn^^ 6 0t:. T;W =3'>#H^T-e 5 B^r^^^t 

(v/v) ) X'^mnmi^fzo nhfLfzm^^m'^tm\^x^m<r>7t°}vy ^ 

l*it#: [2, 7, 12, 1 8 -7" h ^^f^^v- 1 3 - (2 - 
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